Mfl*Wmi? (JP) 02) & §*J 4# ffr & # (A) (lDffffttMftBK* 

#$§2002 -60422 
(P2002 -604%A) 
(43)&IB B ¥£14^ 2 JI26B (2002.2.26) 



(sDintci. 7 mmn fi M3-n##> 

C 0 8 F 8/32 C 0 8 P 8/32 4 1 1 0 0 



sbs»# mmn&s ol (^n M) 



(21)WS#^ 


ft«2000-244223( P2000-244223) 


(71)tH©A 000006714 








(22)dlB9B 


¥$12*p8 J! 11 8(2000.8.11) 


jfc£ffii§Kj»i8l 5 T@36#lHf 






C73)'»»* ASP iLfr 






#£)lim¥Slf«£#2#l# «8tfA* 












(74)ttIfA 100080158 






#a± sea a& wi*) 






F*-A(##) 4J100 AJ09Q AS03P BA04H BA16H 






BA29H BA35H BA40H BC43H 






BC73H CA04 CA31 HA61 






HC43 HC46 HC47 HC59 HC63 






JA28 JA29 



(54) vmoZm mm&xvxbv- 



(57) imm 

mm) m^mmmm(Ofmmx^mmm 



(2) H2 002-60422 (P2002-60422A) 



[«fflFM#ft«B] 

i tea fcu 2 tcea<oj»T!FSttx9 x b v-. 

t. tmmmm^^mmiz^thmm^^wr 
tiMzmwmw&^yx h^-. 

[ mms, ) ft^3H i - 7^-rnMzim^mm^ 

[000 1] 

fcuzmth. 

[0002] 

tnmi t mms uz^^^mmm #-r s 
h *) , ^mm^^ttsmmum, ■ mxmm 

( v y h -fe^y v h ) <nw&$m* Hit l . <* o 

ttX7*h^-#*a<^rO^. U>U dOi^l* 
*T^1xX7*hv-T1;L fflJIMtffr^TV^ft^ 



[ o o 0 3 ] ^^-g^t^^i^^ 
v vc , * is 7 4 «im ttfflu* 

ifflttfc<opi4*«9ii<*«>^fiTv^. agamic** 

SrWfSx^XbT— d(7)X7Xhv-^EJS5g?fi[ 
Liz (®ffl¥l 1-2 09 5 24-f^fg) . ZCOJiyX 

[0004 ] 

[^B^)l?^tJ:ai:-ri)lllS] *9fflt* Mttnm 
[0005] 

vm^nmtht^mm *wmb\z. mat 
izx vmfe%j&bmmmMtmr&ift'>xm&<r) 

&TL%\\ W?>Wtlz£t)mit:tt®Znh1z 

*5HBt4, a^»K0 

hi><7)xfoh. mimm'&ziy xyv-iz&^x , m 

l&%< k 1 2eil(;tt5l b fiWt l\\ z\z 
x\ maaifim^M^mt^fi. j\nyy&. yx.-)V 

/wa*»4>a« , n&^*< k 1 1 nx-h&zb tm$ i 
\itih>y% < b i> i mx-h t z t t v ^ . 



(3) H82 002-60422 (P2002-60422A) 



[0006] fflgSS&mitxJA miatfiE 
[0007] 

»«3Wi*'6afcf*i4^ <ti>2 nx-h izb m 

fc s 1 93 5^lCL. P. Hamme t tfciOJilS 

hfciiiwrc**. ast&akott* wft£e>asj:tt 
[0008] tttrnzm^btit otto x*$>&mwm> 
7i-M, i/ryi> -has, r-t+iv&Hixfti 



s. 

[0 00 9] tftftWffi^S&SfcLTJis T^;u 

=Sr< fc** 1 £ i:##4 U>. <?#jE<0^£fc H 

HKc* JWifflttWclRJgSfiSrVi. 7/l^f^Si Lt 
(i. *S^i--2 0<0E«*«v^i^««l* < #*U<. 

mm 1 - 6 coinsj) h \ Mtwmvti iztvxw 

±l\\, ftfWfctts ^f-/l^s xf-;HSs TntVI/ 

jmt. 1 tK.\±2cr)xj~)im^ xf-^gs. rowki 
[00103 «(omhix7x h^-a, mm 

<rffi^& ( <? = 0 ) „ 47t{i<J>Oft|>V>ii(3<Ocoa 

mmmaitz. iMimmmmz^ix^xhx 

[0011] *$fc$fcffl^ft*£SS«S8i: Lt 

it. Mn7zmtixmmm=FZ$tihnxhMmtzm 

SFf\ VyMttb'£1sA,X'^Xi>£W Mttf. TIB 

v>>>. eu^>. trusty. t°9^>, *y»jy N 

[00 12] 



(4) H2 002-60422 (P2002-60 4 2 2A) 



n *~« /H" ^ 

V </ n v n ^ N 

H 




-0 


in> ^ 

V N V N V N v n 

H 


H 




#"U O O 

V N X,' N ^ N 

5 N S N 

H H 


0 


0 

s 


0 0 0 <? 

H 




H 


/-« /r« m 

V V N Y V 




0 


7° 7° Y V° 






^ N C N ^V N 

u MM U 
n n n n 


V 

n 


n 


9 <7 


> 





[ 0 0 1 3 ] itz, UetBRSfc^y* y»W8&U: 



[00 14] 
Ut2] 



< 5) HJ2 002 



-60422 (P2002-60422A) 



Ckl Oj Cxj Qrj 

O^CH O'vO O^CH O^-N 

H H 

Ov"" Ov^ h Ov° 

cp a? Co cy 0 
ax a? 0 ego 

H H M 

CD CD CD CU 



[ooi5] m^mmmmmummm^ix^xh 
x < , wmmt ixn. xnum. x*-/i*. h y ) 

7nt;H, ^*x;l4&h'<97^;«, ^h*;/ 
x H V ) 7*n;!Mf «>g££<07>W3* 

3»>*&if«y\ayys, ^77 
x~r/l*k 7v-/W«, f-*x— f/P*Sr^*«*tf 

mmmi&mmtt ix wc t> w lt v**< t t> £ ^ 

too 1 6] ±iea^s (<f>o$>&wt<j<o) z% 
-r^Jrmn. mmmmm ( a = o > a^iaa** 

[00 1 7] :;t, fcSBPifcJBuWUx?;*^- 

hv-tt;Kyv-t(i, isvzmzm. (?g) s- 

ifl ( 2 5 *C ) &T<0* y v-toc t £ v O . *5HBWx 
7Xh7Ht^yv-(i, HRHfcJiflK (m SMfc) 

^cOcto^x^Xh^-tt^y^-^LT 



a, -f+)V3&^ jcj-i/y-7°u\?\sy&zf& (epd 
WL EPM) . ^DDX;i/*yft^yxfi/y, 7? 'J 

ttx?*]^- ( TP E ) ?fc->TiJ:<, «itr, * 
^ilTV^Tt^V^yXf-^y^TPE (SBS, S 
IS, SEBS) H ^'J^l/7^|TPE ( tfryifrffc 

t'^TPE. ^y^w-^y^TPE, jjcyxx-f/p 

P E £ tditf y 7 S F&T P Efc £T& o T i «t 

[0018] ±iex7 x h vHtsK y . fc 

(i|il^c7)t^iit'$>oTtJ:v\ ^WFlll 

assw s ; t £ a\ jR-srawtx ? * h v- £iBi 
i-inwHRtL mm) mmm&wtz-it 
h^z\m^^m u\ ttz. mm*?*? 

a, 7*?^x^A&tWxy^ATli«ft¥%# 
^Atfi, ooo~ioo, ooo*«jffiL<, 10, 
000-100, o^oosfltcfc&ik^iOJffiL 

Mtb<. WLWbfr&Bdfil 00, 000-2, 00 
0, 0 0 0«L<, 300, 000-1, 000, 

0 0 0#J:9*F*U>. 

[0019] *«HB<o«i-araittx5^ ±tax 
7X h v-tt*y v-tc*«^iiwitt*fli«fcirr& 

1 i: t J: 0 . ft^Wl^mW t asifBISi fc SrH 9 £ 



(6) H2 002-60422 (P20Q2-60422A) 



mi&tmzis< . 1 2 oxumti bmmm^n 

*»LTfc7C<0»ifia*UTtJ<^i:* J llU^ 

*«#^rfflttx5xh-7-"r{i, wtwiaiie 

»X7Xh7-ll ^2§ffiSfl|{cJimW£fi£#A 

a fc*s o . t g*f^«t*< . aawttcsi, 
[0020] ^&mmt ixa. mcommmm 

V>^r<tt2S^^T'V^*\ ±Mco®tifrt>. n 

wtc » m^nfflSfiwtiJt h % o & tz*>xh h . 
[oo2i] ±«fcB»e^UTv> 
riJ:t^\ ^sjt±oa»s*^> .m^stst. 75 

£RJ&$-££.ri(cJ:9, 7 5 K3£, xf- 

wyg, ^tfx/i^yg, ^x-r^s^t'ois 

[0 0 22] &tz, #m<vmmftxjxh-?-i&, 
iMttmnmnmznuix , sfcta/nifcyMMra 
Sr. *%tycmmmt ®-mmhz>wmmmiz%b 

X^Xi>£\>\ #/u*-;u#3rg(;t MUX. 75 H, 
/M-dfy, 4Sb\ 



mmt. mum. mm. mm* &vrti 
Xvm&Mto. x^t/K -Thy. 75/il 75 h 
#ym *if3iwf6fi*. 

[0023] VDyiL yR 4 

yyig, TVl^/HL 7?>HR. 4V7*;HB, rW-7 

p - 7 5 7 £,t#R. * Ac* 7 h b* <F>i))Vit 

-?WyR, fak7iV9)l&, Hkfc?9M8i, S*7n 
ftfyR. it*£&#R3ri'OR*7k!t$L vHyRx 

^;^ixf/K &RxiHi^i'«6j£xx-r/k 7 
^yURxxx/k -fy7^/Hixxf/K -rU^/HS 
x*r/k xf-;P-m-75 7^yyx-h, 
P -t HD^fx^/i-b^t'^f iixf;k * 
/y, ryb7^yy, i~7Y* v>. 7 

-fe'jy. xM-xy, >jii;y % 7x^°7^yR. ^ 
;w^5yR, yxt^y, y^-y, rnyy, n- 
(p-75 7^yv-f;k) -/3-77-y%t*<7)7$; 
m. vMy75H, 7Hy7U'i (^i^^fy^y 

75 H ) , 3A^»ty7Sh\ 

75 H, N-7-fe^Px^y-;U75y. N, N' -a. 

^f^^i^yt'x (7-th75H) . vpy75h\ y 
^n-b>jy s 4-7-feH7SK7x/-/K p-7-fel- 
75 VZMMMZt'cDTS. m. y-f 5 H. 

yy-f 5 5 Hawf 

[0024] C^I^ct) ^ *>-ct s 
^atLTti. |fefc3A^K s Js*vw>fyK. * 7 jc^ 

[00253 *2&Bj^I)[i$iIt±, X7X H^HtJKU v 

-izmmmm'®)Z&&Zit. mmmtm® 
&&&b*irtnt&toiRZzikx» mmskym* 

*rt-*«^(c*«*o«Wi, Miffs TIB^ ( 1 ) , 
(2) 4)t<± (3) fc*Sft.4»3t*|T*-$<:i:tCJ:. 

[0026] 
Ut3] . 



(7) ffl2 002-60422 (P2002-60422A) 




NH OH 

it 



(1) 




<j> OH 




[0027] ^mnnmm&xyz h ^-om^, 

±IK ( l ) ~~ ( 3 ) cnmmti- 0. mft 

m (NH-7T. OH-i, CH-wfflSffrB&k') #9 

[0028] ifWmzh\^X , ttft&ft (moiety) c?)§i] 
±£|gim OOMIHU^LT. 0. l~50fi 
mcr>m£X'lilX\^c\t1)Wil<. 0. 1-3 5 

mtummtfj vrvv-d h.x%h^\z\x, a v 

ty-7-*<0. l-3 5^%gJST'^^. £<7>@ffll*J 

x'htM. ft?m$> h v m^rt -ci ti t> m®<om 
fctoi:**. ««ww)W^tt, o. lm&^mx- 

«BRT*4fc»#4Ln. 4ft, ^Hj^nj^ftx 

*<n-tjymMm.V2 5°c\xfX'hh<?>bw& lw 

[0029] Wtfflrmsm&x.J X h -7-«^RJS*ft 

ty>tz, m%m&frt> 2 o o°cmmx\ 

k, ^/WMt#££frh^xyi§$£, SSfflTS* 

#h^t. i *iui# u , Ritsatett* * ? / -;wcit 
w&t»*izibizxwt>ti&. 4ft, rnsR 



(2) 



R 

(3) 



&m^&c\bi>x'$. mm. lir-4 0 3, -4 

10.-4 1 OA (Bl±. ?7UliM) ^b'com^U 
Avmm.AVyVV3J±, 9vA-f-;9l 10,-2 
2 1,-231 (Bit. *y-9— ttR) ItWiHiM* 
^-b'J^A^ CP I B (B^ft^ttR) . H 
RP I B ( BWfc^tfKfftft) 5*71* 

ttM) , x#ny (ESHIi^tffiR) fcifi&Wffcii*. 
[0030] tf/l^x/i^rgi; -LieSHfji k 5: I^Hffl 

*t*S"f , Kwzm±<r){mb ixmx-rim&iz 
-*esfi!3SLrfc«k<. ^m^b'izx'om (x 

AloHk£ty>X-*7'y7hg&LXi>^\ 

[0031] zwrn-zmzte^x . x?* hv-^'; 

K^lZtSS lfci> <T)X'hhM±, NMR, IRWh 

[0032] Blhcoi 0 £LXftbtil*ftWM*m 
ttx9Xhv-(i, *-^y7'7 7^k>g^LT, fflfilt 
%9bLXm^&Zbi>X'%h. t]-XV7=j»>9\t, ffl 

t<mmt i< , rftTOtx^-x hv- 1 0 osasfc 

WLT, 10-7OMft35. »4L<(i2 0~6 0fift 
g|5, J; 0»4 L<li3 0-5 0MSH^TV>&.<0*«J: 

[00333 4ft. *%.wnsmmb%^®mx\ 
£*ffihutlz\bi>X'Z&. ibnwmb IXH. 

-AFv-'J*, ^i^'J^, ftRi/y*. ^>-'J*, 



xhv-ioofi*gp^tr, 2o~~8osflgp. x 
>om l.<«3 0-6 ommMmMt&wx^. m. 
mmtLxit. mux. tyr-b*7xy-/ML i 
mma x v^mm<o t y ^- h r s y^^t^*^ 
if&*u iMifx^xhv-i oofifts^ut, 
o. l^ioaaaf, xmtLKitism&^ma 
-tintfxw mmmt una. mus. 7»wt 

Ko*yWi'xy(BHT) . /f^th'n^i/r-y-yl' 
(BHA) qHfflft>ti. m*m&X5Z h V- 1 0 0 fifi 
«fc*fl/t. 0. 1-I0ti». ctO0^L<<il~ 

y s mtrn^ ®n, ^>tf?. y h#>, & a 

mmm. rvmrn. my fv^r-ymmmm 
mmt'tfmfL>n. msm&cjz h 1 o oms 
«chlt, o. i~i oa»gp. io#4L«ii- 

[0034] *lWltti^ h v-{i@e^ 

jwsak audkm. imismmt'mm?&zti>x 

#*tt4*^ WW* 1 ?. **tt4*»^ 'J** 
7 * y vi*t)V7 7 A h\ r;^;W7 x y -^y*-t;W7 

■M K*£04***iiflKK\ SB*. !Mt:-?7'*y 
-7A, i>\ p-Jfyy^Jfi/A x P -yxyy' 
-Oi^ yyy'** yA s xh^D.n-P-^yy'^y 
y„ ^u-p-y'-boy^y-t'y, **yyy*7xy 

ru^ym. r?y®. xxryyiL 7?y/HL 
7M y»»*>»lttK ; 7-fe*;USSE*L 7ne*yR' 

JnKfflatSlfcTli, rh^f-zl/f-^Ayx/yy ^ F 
(TMTD) , f h7Xf-/Uf"79Ay'.7/U7 -f h' (T 
ETD)fOf)7Al; \Wfl^>ff 9 S 

^T-'Jy^h : xxyvf-ry'^x^yr^ f (d 

M) f«f7/-/^ ; y?OA^y/|^yy"f-7y> 

x^i^rv^ k^)^/W7x yrs ; 
£>*U>. $^>tcr^/U7x/-^l§^<7)AD^y 

[0035] *micm%M&x7Zhv~ws.mt. 
JAWtezmm ixm*mm3i>mizmtz> i t 

n&o^y'x-^/y/K -tM k*-/k 
(e?-. yr, ^hyr) . xro^-y (it 



(8) M2 002-60422 (P2002-60422A) 

-KA>y\ 8tMPgp.Ru GfrMttSM (^-a*- 7i 
-o^xif-xhy 77, /5X7y. T'yx^yf-^ 

y^y^Ort^#fflgPp D n;XT^h*-7. N 
?-*-7, 7V-*7h-7. ; ;7y?W7hy- 
;K A;i/7*7.TAy-yk \7^A'-^"x^7b, A 

x^/ygyayhn-^-x, 4yy 

xyy*y-v"7yK 'f yfyftfyTWy 
m&&; CVJ/-7. 9-y7&t^7}-y7-y^7 
-y^;A/C*-7.. A/Cy-^X73yf^ 
y a - y^fflgp^ ; ^ 4 5 y?X;u h s 

h gRfo ; *r 4 y Y i/-)V y y- 7- . h'^/i^r ? 
7^-yvpy-5-s itmtty-7-, ^^-7-, 

tlx, m&x3-fi'V7v-zmzi-®ii$$)&wiJ 

[0036] 

[mum] art. smwtawfc^swsionfw 

fc"^R^rSBttx9Xh^-Afc:ov^T*tt*ffMiLfc. 
<fft^14x57. hv- 1 <7)&&>mi<?tefc?]'4 y 
KSEtt'f yryyrfA (£tt*2. 7mol% s LIR 
-4 1 OA. 77yag{) 1 7. 10g(8. 8mmo 

1 ) fc s n , N-y'^f-;u-p-7xxyyy'75y 

(JRfiCflaStU!) 0. 5 99g (4. 4mm o 1 ) SrJn 

i, 1 3oxix3&frmuMmft iti. &\>^x\ zofr® 
Mz. 4-rsy^yy-by^ (jtu?M#M) o. 

52g (4. 4mmo 1 ) 5:JDX, 1 3 0X:"C3«rBHlD 
■T S £ fc J; •) y/M^OKC^S- »fc . RJ55^(S N M 

[ o o 3 7 ] mT\ iii«t;tT. nmm&to*nt 

yyyd'Al 5. 56g(8. OlmnolltN, N 
-yyf-^-p-7xxyyy'T5yi . 09g(8. 
Olmraol) k*RJ6$HirC. ^"TSittX77.hV- 
6$r#^i. N, N^y'^^-p-7xxu-yy 



(9) 112 002-60422 (P2002-60422A) 



7$y£Kix, 4-7<y <yy~ hv^n 

N-i'7f;l'-p-7x-l/>'>''7Sy^t > p- 

OH NH 

9 



OH NH 



CN 



[0038] 
Hfc4 ] 



OH NH 



OMe 



OH NH 
CN 




COOH 




COMe 



OH NH OH NH 

V V 

OMe COMe 



gft^ISttl7XK7 -6 




OH NH 

9 



1 : 

[0 0.3 



35:1. 3 5. 



1 : m : n = 97. 3 : 1 
f9 7. 3:2. 7X'hh. 
9]HifiMl~5 
^•5r^ttX7Xb~7-l-5(30V^-C, J IS 
StWgU 12 0T»$^#Jgg:ti&U:. 
frfc, J IS A«K<0«lse*ffi{4«a<Oi:feOT* 
I. 

[00403 

%btifc&jm i &2.yAh~?-6-~8iz'o^x. mm 




OH NH 



COMe 

[004 1 ] ( J I S A«g > *S kftfcgfc ^Mx? 
X h7- 1 ~5£ 1 5 (TC-C6 OiMBri/XjWBUfc 
ft, US 1 cmx|g5 cmX$5 c mcOf Sfy7;l/ J 
flstSLfc. fc&flfcWfV^fcSfcSfc, J I S 
K 6 2 5 3 KiHSUbT . MiST' J I S A«JKSr«jeL 
fc. 

[0042 ] 
[HI] 



(10) 92 002-60422 (P2002-60422A) 



SB 1 a 





£ IS M 


it «s m 


1 


2 


3 


4 


5 


i 


2 


3 




1 


2 


3 


4 


5 


6 


7 


8 


iis a as 


1 5 


13 


1 2 


10 


1 3 




m 




120 t:iim<WJ8 


tm 


mk 


«9K 






m 


m 





[0045] MT. mmz IX. 4 -T 5 

3-r$y-i , 2, 4-hjtv-;k 4-rsytr 
y^'y (4ap s aojtfbfcttil) . 3-7$/eyyy 
(3ap. SDK^t«a») ^>i^Jt^i-T, araraat 

7^hV-9tC:t>{tl) (m+n ) / ( 1 +m + n ) (T>m 
14, MttX7Xh7-10-l SfcowtfcHt? 

itt»2*ic*r. itiwk^ftfctT. -hie** 

ymftt4VTl'yJJ>.l 6. 28g (8. 3 7 
9mmol) t4-7Syfl,fll. 149g (8. 

3 7 9mm o 1 ) fc£RjOS$-£T, ^"T^ttx^Xhv 

4 - r s j e y s;y * r ti | J-o , *C'fflv>"C , 3»p«fflti 7 
x h 1 6 fc mmiz ixmmftz.?*. h 1 7 1 

"fcf ^ o 

[0046] HJt01J6-l 2 

&£)fx£&^f4x5XhV-9~l 5fcOWt, g& 
T-J 1 S A«*Sr«!jeU 1 2 0X3l8K«tf>tt»«:« 
JIS A«*^3«sg*jS{4±3a5oi:fcO"C* 

[0047] HMM4 s 5 

*# & a&nnattx? x h 1 6 , 1 7 tout , n 

2tra*fcUTJ I S AHJtfci^l 2 0 
[0048] 



[0043] c?*qE<0««» *^Tf S?l®Rt , 
1 1 Nfffc i o«Wi!ttx 7 x h v- B fc 

<Slfti7X b7-9<a&J$>TfjJK<7)l!l*^M y 
8^144 V7°yyn'A (£14*2. 7mol%, LIR 
-4 10A, ?7l/tl) 1 6. 2857g (8. 38 
2mmo 1 ) 4-75/&&#» (ABA, m&ft 
J&ttS) 0. 766g (5. 585mmo 1 ) SrflO*., 
1 3 0*CT2BSIBIJl9M«ttfc. %-tc&o*Mfc£51 

fc. &WC\ ZVUfaMz, 3-757-1 , 2, 4- 
MJ7V-/MATA, B*J&-A-fK:fflK> 0. 2 3 
4 9g (2. 7 9mmo 1 ) fcjn*., 1 6 0'CT'3I$IS 

mmwuz. i%-iz%->tzzb*m&Ltz®. -«* 

7^h7-9TS)^;^IEL^ 
[0044] 
Hfc5] 




lit 1 : m: n = 97. 3:1. 35:1. 35 



(11) §2 002-60422 (P2002-60422A) 



$ 2 a 





$ ffi « 


it m w 


6 


7 


8 


9 


1 0 


1 1 


12 


4 


5 




9 


1 0 


1 1 


12 


1 3 


14 


1 b 


16 


1 7 


ATA (t»> 


3/1 


1/2 


Z/3 


0 


0 


0 


0 


0 


0 


4AP (IA) 


0 


0 


0 


1/3 


1/2 


2/3 


0 


0 


1 


ABA «*) 


2/3 


1/2 


1/3 


2/3 


1/2 


1/3 


1/2 


1 


0 


3AP «*) 


0 


0 


0 


0 


0 


0 


1/2 


0 


0 


JIS AffiS 


36 


38 


43 


3 1 


32 


32 


1 1 






120 t2UHV3®ttft 










■m 




m 







[0049] 



0, J»a^l5S3ftK^^<i4. 



